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] TTESCIlT*Sit*£*4'l»flc. 

Hfc2) 



(H) 



MB*. nU2K12<«tt*f. 
HjC=CHOCNH- (CH,)d— N— ^ 



(it ) 



5£ir«t>, nl±2*»&l 2WfflKt*r4". 
Hfc4j 

HjH- (CH,)n — »— ^ 




II (HI) 
N W, 

*CII1«*», n<42*»4l 2<0fflMr5*-*\ 
ISMWI6 ] TIB3lCIVTjn&*i.**aW»ISWc. 
Ht5) 

N 

1 (W) 

"n^ci 

ntt2*»S>12<0RR*jjc*-. 
[BWJJB7] TK*VTiFS*i.*3-jaW«iaH4c. 
Hfcel 




40 




N 



II <Y> 

N MHBh 

3£V«K Rtf**<Dfc*. R'li. ***l~8Va«« 

t*LTt.J:kv\oTA'*>''f/HI. ftSHSl — 1 2T 

feirUTtJ:v\7x=A'T*'>>>'-frt«. #*ftl~l 
2T<^Hf>flLh^o^. shpftiV41)(h^j<| 

j^/nn^/nt. % & ttiKSft i~i 2T<v-e>'ai 

=*>ftftXi*rLTt, iv^tKWS'f $ KtBtfrT 
nli2K12O0t^$t. 

[fc7] 



r r k- (ay n— n— ^ 



(VI) 



50 



*VI*. R#**tf>i:$. R'ii. «*ttl~8T4Mt 
MtWL-Ct.JivvNnr^y^/Wi. flWRl — 1 2 

aBMit^ru-cfciv^xy^r^T/^y^^m. jb* 

ft 1 -~8T4H****r UT t J: HT^3*i'»rt'#-rt' 
£. K3Rftl-8T-#««&WUTt,J:vvxnT/Wa* 

j:i»7x-;i'Tn'3*>'*/u*-/HI«riirf. ±fc. 
R. R'^-Otr^-sT/Noyv. -hD*il4i> h 



3 

Ifc8] 

R 8' H- (ay n— NH 

«tt«:*LT<.*^7xv'*yT/kJ»y-f/l*. ft* 
«1 -S-WHWRfcWLT fc J: HT/kn 

R. R'* 1 — 3CCf->TAD^y. =hD|>«^h 

S . n(i 2S>4>l 2<^»t^rt. 
I»*JBl 01 TE3WlIT^$*l£^«*HH*. 
Ht91 

R R"N-(CH,)n— NH Q 

o^c <-> 

*VIII«K R#***>fcS. R-J±. ft*Rl~8T# 
•MB**rLTfcJ:v*T/P*V-fA*. ft«*l~8T# 
*Wt*"LTt>J:vv\Qr/w*y-f/ns. ft*fti~i 

ftattLTtik^irA-T^y-f^*. ft*»l 

*»1 —8"WrtMRfc*rLT t»J:HT/U3*Sofr/ntf:=. 

«*ftl~8T4HWRt-WLTtJ:i-VNOT^3 - 
t&oSrsWJK^S. **Ui«JR»i-i2T'^>'-ev 

*. nj±2*»^,l 2<0fflfc*jj*r. 

(*«<OI*»5r«9!l 

[0001] 

C«BO*r*tt*4Hff] tfKS»ftff>M* 



(3> *WH l 9-208584 

4 

[0002] 

Ti^n^yy (9- • ksss. puva 

10 ifc«Ttt*<, «fc*^o-f F*W»Htt, «KU8*A 

iwam&iz* iMmi • taunts • me. ■ 

27 [staple 16] 5 97-6 0 2, 1 99 5, 
74. KftUQE. 27 [supple 16] 603-609. 
1995) . TKlT-HH»aa*C*iVvCtt. Th 1 
^/HttiTh 2^/t-*»aA?;ow>*aws 
t!**)Th 2MBflH2Ot0B(=X) 9 . Th 2MBft»4 
20 0*4*9— n4<*>-4+4y9— Q<f*d'-5&tfW 

ml mm- HMt:mmL3i&#s a stiht»im# 

*2Jfc3r->Tk**. «->T. Th 2MBSffi£fPM-f-« 

(00031 HK. WTSftft t h<0&j*(C£K£& 
*T« fc«4*ttfc 4 -SUHttftUWtt* 92 4-4 
B WHW *ftftgg*&fc*. tt#frn3SKB. 
30 «#£»«5T WWr-RJEfc *Cft«BEB»i 

ate phase reaction of the type I al lerjyT* 9 . T 
h 2^/t-HBB • »|»ab&»»<IB*>r.TV»* 
*i*J:3fc:«r-»*: («W?tc». BA&ft. 27(5). 
564-574. 19 95) . i^Jrdfc. The-tt 

U Kftrft 9 . WfcSEttOJIft* *^XA t «*5r 
4 x.—9—m m BWH^ttt BH. ^^iftfiMBSfl 

9 r o o o 4 1 *«#ofc** t ffl« tnHk^**« 



(4) 



«BH t 9-208584 



«o*>&fflfc*->TV**. «ttf. 1 -Wl- 1 H— f 
5^/ [4. 5-c] */Vy-4-TzymtLX 
tt. iUXWT** 1 — f V7+fr- 1 H-4 5^ 
V[4. 5-c] JF/yv-4-TSV (4 S**K) 
£tt*>4: LTVK"?JWD&*l.TV»* (RflfttftWl 4 5 
34 0#. #BB«ffl*4 68 9338#. *IBt»ttB4 
698348#. *&£fflff4 9 29 6 24?« BC^H4» 
*FR3856 30^ #BH«W534 6905* 

tf|B«aWP«ffffl»ffl»SftTV^O. 4fc. 4- 

li4$WF3- 264 5 6 2*CWw?*iTl**#. ff» 

[0005] * 



10 



[0006] 

[■BHS-Wi*-r*fctoO*Sl ±E<0flH*Jlti*-*-&* 
JWBiETROiiOT**. 

[0007] 




h— (ca,)«-ca«-(CH,)n— «— ^ 



(I) 



[0008]*!+. Xtt*SW[*ifc(i>M3*'>«* 
frftfcU mt±l*»fe9<D«e. n«i2*»£»12** 

[0009] ( 2 ) ±E ( 1 ) CEKOTS F»W«s€r 

[00 10] (3) -RE*IIT5U**t**I*>TSF» 

[00 1 1] 
[flill] 

X'— (ay ■-(»«- (ch,)b— w— ^ 



(0) 



[00 1 2] X'ttnoy L. m 

ttl*690S»fc. ntt2jH> 1 2<0fi»fcjjrf. 

[00 13] <4>TE3Sn , T«S*l.*3CItf>T$Ktt 
***£OT6fc*><0**«WS*T**. 40 

[00 14] 

HjC=CHO0NH- «M I ) B — N— ^ 



* [0017] 



H,N- (C8,)n— W— ^ 



(m) 




[0018] n»±2*»*,l 2<0WRt*^-. 

[0019] (6) TE*lVC*S*t*Stl«>T5KR 

[0020] 
Hfcl4] 
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(IT ) 



[00 151*11'*. nl±2*»^12<0ffift«r*T. 
[00 16] (5) TE*IllTii?3*LS5Sl<OT5K» 
***£j^*fci*7>**«MB*T**. *50 
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~8V4«»«:*LTtJt^TA'*v''OU*. ft*»l 
-8T4Hft«fr*tTfeJ:vv\nr^>'-f/Wt. ft* 
Rl — 1 2TO*€>m±/\ary. xhnfcSvMiX 

ft*»i~i 2T^-e>m±^uyy. -bag>t\,\ 
tiX h LTfc t^-?3./*~sTfrti/A 
Mt. ft*ftl~8T4H!»**LT«»J:w*T/l'3*i' 
fii\,K=JV&. **Rl~8"C#*«*irCTiJ:vvN 
oT/Wa^a/Htf-rt*. *&V>ttft**l~l 2T 

**TLT i J: ^7 x x^r/m^a/t^x/Ute^ 
■f. R. R ' otc£r-» T Aoyy, xhofc 

[0025] ( 8 ) "nE2Cvir^s*i&<ci<ors hr 

[0026] 

[fci 6] 

R R' N- (CH,)n — N ^ 
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(VI) 



[00 2 71s*VI«»», R#**Ofc$. R'Ut. ftftft 
l~8T4MM*1IVCfcJ:»rjl'*y'f/l<<. ftftft 
l-8Ti«aBf:WUTt,J:VVNQTA'*y-f/HB. ft 
«ftl~l 2T'S.>"tf>flU:/\Dy5'. -hoJ>*v*tt 

as. ft*fti~i 2r^>'-tf>aLt/NQyv. —bat> 
z m±x t»*5"Ut»*i/c t, J: i v7 x ./^r^* 

y-f/l^t. ft»*l~8T#*ft*1TLTt,J:tvr*3 
^jfr/WJxA*. ftftftl-8T4HKft£Wl.TfcJ: 

*r*\ x*:. R. R'* 4 — r>tz*cr>T'\nyy , -}>a 

**m±x b+ywsumzirL'cm&wmmvu s 

FZm&tZ. nfct2*»^l 2*>B«$-nc*\ 

[00 28] (9)Tae*VIIT55S*l.*^l<orSF» 

[0029] 
[fcl7] 

R R'W-(CHj>n — NH 

err - 

[00 301SCVII*. R#**Ofcfc. R'tt. ftftft 
l-8T4«MIS-«-LTt.J:V^r/^>'>f;HK % ftjRft 
l~8T#«aH€-*rLTtJ:vw\Q7>/^y^rt«. ft 



a, ft*ftl~l 2-C^y-^ym±/\ayy^ -ba*> 
y-r/PK. ft«»i-8-WHiaB$'*LTtJ:v»r^3 

2r^>"tf>«Jb-'Noyv. zbD»iv\tt/Ki^E 

[003 1] ( 1 0) TE*VII!T^**l4Sei<orS 

[0032] 
[ftl8] 

R R*«-(« I )n— MI 0 



20 



etc 



[00 33]*VIII«K R*«**<0fc*. R'li. 

Ri-sr^HWKfc^tTtJiv^T/^y-f/wii. ft* 
ft l --8T*tttft**r LT t w\D7A-* y-f a*. 

ft**l~12T'^-tfS'«Lh/Noy>\ -hofe&tt 
i±X F'^S'Wltttir LTfc J:H7x^7*#/-{ /P 
ft*»l~l 2T^>-tfvaLh/\oy>. -ho*> 
i^iiX F*i'WII*«iLT«,.kvV7x/*^T/U# 
v'-fiWi, ft3B»l~8T4HiS«S:*LTtJtw^r/U3 
30 *>/r/l>X-)l&. ft»ftl-8T-»«iltWLT<,J: 
lv/\DT/H7#^/V.^^yHE. ft&v>ttKfRl^l 

2T"<y-i£ym±'\ayy. -hojinu^ h^^-E 
KHKt^LT t J: x ^-/PT/Un ^ i^^/U-iJ— /P3£$r 
fl^f. 4Jt. R. R'#— Jtsfir-^TMoyv. - ho 

KtJMW**. n»i23b»^>l 20»t«r*T. 
[0034]«V. «VI. StVIIfciimiR, R'liTS 

^«<ofiaHiTab«), »a«i. T-t*-/K rotrn 

40 b<*if*fi'#=J*>, iso-rh*£/Xr/HK=/K tert- 

•7b'*>/rfl,iK^.A>. Lyis>\,**r>tin,x.=j^. 
fi>4 $.b-*i£#wre>i\*>. 

1 0 0 3 5 ] *l<D<t**lK»>E»l9<cJf SL d «Kf4lD 
ttfc LTfct. «K. A^btcKtt. int. 
»WL "7Kvft, 7"7/P«t. nyR, yvrf 
K. SBK. >-x^». ^^V^rt;>^6. p-M^x 

y*ji,*ymci£<MaifiWft>tih. ctittitmnzi 
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[0038] 11(1) C&tvc. SMHMfC&isCIX 40% [0039] Xfi (2) taJUT. =ha«oaBB43t 



ff>2 , 4 -i?9uu- 3 ha* J y ^naafflWTC 
*»>, ^UJWKO*«(a«eB.Ber..l91«.51.1500)* 

>5^5>^yTSy«»«,&aw>:S«; (SynUi.Co 
—m.. 1990. 20. 2599. J.Med.Che.. .19B8.31.89B. J.Dr 
S.Che*.. 1981.46.2455. J.taer.Chea.Soc. .1941.63.852 



J:£«tta7Cfc:J:oTt>3CVII^^*$-»tifc*«r 
[0040]XI1(3)K^JV^T. 5SVM?>fl;£**h 

[004 1 3 xa (4 ) «jwc. itvi<ofl:^*«ors 



1 1 



<7> 



t«-t- fv^^ti (Boc) m^am^tem 

[004 2 J IS (5)C*iHT. X3«Sff>K>i; 
*• 10 

[004 31 is (6) taj^T. *-F^u-r (*t 
mwwt^) 4»r. T/pn-jWMWHOT^txr* 

[00441X6 (7) e*vvc. ««fi«c±0*IM: 
't5£^Afc k t C*;P^>« <tF4 U<tt. *») * 

[004 5] 18 (8) C**WC % *IIIO<fc^Hlfc/\ 

oTA^vftefcUsBS*** (fcfciif. N.N- 20 

<fck Atf. ^/Pdf^-f s f. s^ts***^ k?o 

[0 04 6] Ig (9) tC*Jk»T. «CI<Ofc^«rt4»flI 
*/PAT5F. jt?S-A>. A,, n -TTj;*/ 

Fyxf-^rs^if) MHtvctjttt. 

[0047] *JS9I<>«IT , *atfl.&TS FBWWk&tf 
*L t)~r±vH. 1**L MEM*. Kg*. SfiH. fL 40 

n**w»±. mtm. mi. «ajh. &tm. &nn. 
mm. ?v-j*. D-y,y, tott*Kctrwwft,ti 

lt«, mtm. m^m. mm. mum. «* 

*L H*tt. *fe*L SftKffL ssjh: fiftM. Ktf 

m. mmm. *wtm. wmsm. *4*>. mmn 
m. mxiBBM. smm. msmttz#mft>tii. 

[0048] 3Sl<Oft^«iaV-t<oH««Bi. »±l so 



1 2 
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[0049] AI*>ft£*&tf *OKtttaWi. m 
[0050] 

7=-*fct. I FJHiB*£*I R-810.' 

H-NMRW F/U* Varian Ihity 400 MS Appara 

[0051] immi) 

4- T3- (O^^^^rf^Tg y> tpp 

2.4 -s?^OD-3-ihD*/y V0. 1 9s (0. 
7 6 8-o!) JOfti- ('Oi;ns**i'*/A'&=JU) - 
l,3-rD^iTSV0.16g (0.76 8— ol ) 
thUX^TS^5«l«|>. 70"Cta«»LTlBWBHI 
ffLfc. F »Jx-fA-7 £ >«-«ffiT«£ LfcflL Wt> 

-f-u^onrL. *at. «* (Mgso* ) nmt 

n -^^tr^-imx-f-A- ( 2 : lv/ 
v) 9. 4- [3- 

Jifx^TSy) ZTDtrt-TSy] -2-^dd-3-- 
hD^y^0.27g (0.6 5 1-oD t«fe»H5k 

[0052] 'H-NMR (CDC I * ) 9 (ptm) : I. 
79 (2H.m) . 3.35 (4H.m) ; 5.02 (1 
H.br). 5.18(2H.s), 7.15(lH,b 
r) . 7.37 (5H.m) . 7.57 (lH.t.J-8. 
0Hz) . 7.73 (lH.t.J = 7.8to) . 7.90 
(lH.d. J-8.4Hz) . 8.21 (lH.d.J-8. 



0Hz) 

[0053] (Xft0f2) 

3-75^-4- T3- {^sitlitt-s-hiW^-r 

?/) -2-»DD»yjy^ 

4 - [ 3 - ( isZ/AsXtZJUT S S ) 

il'TSy] -2-^oo-3-- Fo^y ij^o. 27 
8 ( 0. 6 5 l-o] ) t^^y-^l OalWHKU ■ 
ttttlal&tflR80.2 2g (0.39Oa»l) frJqiJ6 

ar2t«miru3fc. «os«fe»iD«i6**^Fy^A 
*mnzf>i-r. enfix^TtttisL. *awcraa. « 

*(Na«SOi)t. »ltt«BETW*Lfc. Bttfr^ 

^^-*(30 0: lv/V)*iiJWH=J:»>. 3 
-75^-4- [3- CCV^^^^x^TS 

y) p-oir/PTsy] l 2« 



<! 

1 3 

(0.31 2-»l ) frftttfi&fcfc LTfc*:. r«t« 

[0054] 'H-NMR (CDC 1*) S (ppa) : 1. 
76 (2H.m) . 3.30 (2H.m) , 3.42 (2 
H.q.J=6.3Hz) . 4.21 (2H.bs) . 4.44 

(lH.br). 4.92 (lH.br) . 5. 16(2 
H.s) . 7.30-7.39 (5H.m) . 7.46 (2 
H.m) . 7.89 (2H.m) 

[0055] (930*3) 

, - f «y^»^^-^TSV ) 7-pfcf li 
IU1 -4-»QP -lH-^5^/f4. 5-c1*y 

3-T£y-4- [3- (l*^*** >-*/P#-A'T 

S ( 0 . 3 1 2aaol ) tC h tlx****.).***— h 0 . 
52al (3.1 2mt>\) trjni. 1 0 OTasMftLT 3. 
5WHJMffLfc. «OKM:*ETjMLT. 1- [3- 
{L>iSjl'**zsXHUtf=Jl>T$.S) rotTiH -4- 
?QD-lH-'(S^/t4,5-c] *>"Jy0.12 
S (0.304aol) tSaWSBWkk UT»fc. 2C 

[0056] 'H-NMR (CDC l») 8 (ptm) : 2. 
24 (2H.m) . 3.36 ( 2H. q. J = 6. 4Hr) . 
4.67 (2H,t.J«7.0Hz) .4.95 ( 1 H. b 
r) . 5.14 (2H.s) . 7.31-7.39 (5H. 
m) . 7.62 (lH.t. J=7.8Bz) . 7.71 (1 
H.t. J-7.8HZ) . 8.0 9 (lH.s) . 8. 1 3 

(lH.d. J=8.4te) . 8.21 (lH.d.J-8. 
4b) 

[0057] (HttM4) 30 

1- O-TSyrp^) - 4-»pn-1H-^ 

rvr4.5-c1*y'J>-MW B<r^i£ 

1- [3- ( O Vtlr** ~>X,fl*X—iUT = J ) Tot? 

/W] -4-7UD- lH-W5^V[4.5-c]^>' 

U^0.12g (0.304»l) <CjMt*»-WB[3 

3X3 3*1 md*. sari.s^HWfut. kjcs 

fc*EET»BU BHBc 1 N -*ttfc-r r »J 
(NatS04)tt«KSriSGETV«U. «i**^y*y 

^y-/l^-3 2%BW! ( 1 2 : 6 : 1 v/v) SfltiMfl-tc 
-fc»). l-O-TS/roW -4-?dd-1H 

— f s*v [4.5-c] ^yy^naaa6o« (o. 

1 8 7«ol ) frSSRfefflftct LTttfc. CWtWHHt 

[0058] 'H-NMR (CDjOD) 6 (pp.) : 1. 
94 (3H.s) . 2.39 (2H.m) . 3.12 (2 
H,t.J=7.8Hz) . 4.82 ( 2H. t . J =7. 2H 
z) . 7.70 (2H.m). 7.97 ( 1 H. d. J = 8. 
Ofc) . 8.27 ( lH.d. J-8.0Uz) . 8.41 50 



) ttlH t 9-208584 

1 4 

(lH.s) 

[0059] (9£ttM5) 

-cl »yu>-4-rg^<o^tic 

l - ( 3-rs ✓TDtTA') -4 -?oo- 1 h— f s 

*y [4.5-c] #yyviM«a6o« (o.i87 

imnmry^T 5miiiat, isox:t=tt»UT 

fc. <rfm«!«:rE Ui^ y-^^SteR LT . 1 - 
(3-TSy7nW-lH-fsr/[4.5- 
c] >-4 -TSVl lag (0.04.5 5h»I) 
fe«i»ft»*afift (mp : 243-24 5"C (#») ) 

*>6. 

[0060] IR (KBr)cr' : 3320. 317 
0. 1650 

'H-NMR (DMSO-di) 9 (ppa) : 1.93 (2 

H. m) . 2.57 (2H.t. J = 6.6fe) . 4.64 
(2H,t. J = 7.0Hr) . 6.55 (2H.s) . 7.2 
6 (lH.t. J = 7.2Hz) . 7.44 (lH.t.J- 
7.4Hz) .7.62 ( lH.d. J -8.0Hz) . 8. 1 2 
(lH.d.J=8.0Hz) . 8.1 9 (lH.s) 
[0061] <S3tH6) 

4 - T3- (teit-rh^^tc^rsy) -rphr 
iursyl -2-?DD-3--t-p»y^wAig 

2.4-y?Qn-3--ho^y«J'0.59g (2. 
4 1 wm>\ ) - (tert-rh*i'*n^=A') - 

I . 3 —TQtVyiTT 5^0.42 B (2.41»t) fr 
ryxf-zPTSVlOaHp. 7 0rt=MRLTl. 5W 

Wytfl/VCfflBL. *». «Sti(Na»SO«)fe« 

$TXU 4- [3- (tert-rh^^A-^^ArTS 

y) rntr/PTSy] -2-?no-3-iKD*/y 

V0.6U (1.6 0aaol) Srffei£A(mp : 159 
-16 11:) fcUT»fc. COt^OiHISW^-^tt 

[0062] IR (KBr)cr' : 3310. 168 
0. 1 580 

'H-NMR (CDC I*) * (pp.) : 1.5 0 (9H. 
s) . 1.77 (2H.m) . 3.27 (2H.q.J=6. 
1Hz) . 3.36 (2H.q. J=6.0Hz) . 4.82 

(lH.br) . 7.37 (lH.br) . 7.55 (1 
H.t.J«7.8Hz) , 7.72 ( 1 H. t.J -7. 7H 
z) . 7.8 9 (lH.d.J=8.2Hz) . 8.27 (1 
H.d.J-8.4Hz) 

[0063] (WtW7) 

3-TS/-4- T3 - <terl-7Y-*L>*>l,M->t,-r 
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gy> td^t^I -2-»pg*yu>^ 

4- [3- (tert-rh^^^ryPTSy) 7*OtT 
A'TSyj -2-?OO-3--hO*/U>'0.27 
S (0.7 0«ol) «-x?y-/P7mllcSJ*U 
■f [II] ■ 2*»Hr0.5 5g (2.4 5md1) Ztatl 
•SSHiaMKLfc. «»lPttE«««-2N-r>'*-r* 
^on*/^T2BttmL. 9t» (A8WO . 
(NatSO«) ft. «ET««$-S^LJt. 

iTf-WRx*/!, (1:1 v/v) VtfUMNcJt 9.3- 10 

[3 - (Usrt-7b*c>'/Hl'#=JUT$ 
S) robPTJ y] 15g 
(0.42 8— ol ) frSHWySAfc LT»fc. £<0<»<0 

[0064] 'H— NMR (CDC Is) 8 (vim) : 1. 
49 (9H.s) . 1.7 3 (2H.m) . 3.29 (2 
H.t. J=6.2Rz) . 3.35 (2H.q. J = 6.0H 
z). 4.28 (2H.bs) . 4.60 ( lH.br ) . 
4.75 (lH.br) , 7.44 (2H.m) . 7.87 

(lH.d.J=7.6ttz) . 7.94 (lH.d.J = 7. 20 
6Hz) 

[0065] (mmms) 

l-T3- (tert -f K^^/l^f— /l/T£ y > T 
ntT/H -4-^aD-lH-^Sf>/r4.5- e 1 

3-7S/-4- [3- (tert-ri-^i'tfrt'Jif— iPT 

sy) Totrn^Tsy] -2-?on*yy>o. l 5 

g(0.42 8moI ) tz b UX-f-^*/Uh*/W>- h 0 . 
3 6.1 ( 2. 1 4wl ) fcJniT. 1 0 

L. ?Dom->^/-* (150: 1M00 : 
1 v/v) mmWlHZj: ►> . 1 - [ 3 - (tart-r Ht*> 

#/p*-rt.r=y ) roe^] -4-^on-iH-f 

5rV[4.5-c]+yU>'0.14« (0.3 88b 
•) SrSfeRjfednp : 15 5-1 56"C) t LT» 

[0066] IR (KBr)ar' : 3380, 168 
0. 1520 

'H-NMR (CDC Is) * (ppb) : 1.47 (9H. 40 
s). 2.22(2H.m). 3. 3 0 ( 2H. q. J =6. 
4Hz) . 4.68 (2H.t. J=7.2te) . 4.7 (1 
H.br). 7.66 ( 1 H. t. J =7. 6Hz) . 7.72 
(lH.t.J=7.6Hz) . 8.09 (lH.s) . 8.1 
6 (lH.d.J = 8.4Hz) . 8.2 1 (lH.d.J- 
8.4Hz) 

[0067] (9SSW9) 

I - (3-7?y7P^I - 4-»np-lH-f; 
^/f4.5-d */'Jvtf)A* 
1 - [3 - < tert - :/ h * -stl^X—l^T = y ) TDt SO 
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AO -4-^oa-i H-- f srv [4.5-c] #y 
yv50«(0.139«ol) *a&X*W3al£* 
ML. hU7A4Taent0.1 lml (1.39«ol) frfe 
isESBTl BWfLJt. EJE««r»ETMBU Btttc 

i n -*mt:^ h y *j**mm 1 n &v****in£ . 

?nD*/Wt?5BttffiU «E*t (Nat SO* ) fiftME 

***tr) Thy**P-HLT«ii}**;WKU 1- 
( 3-TSy7T3tr/P) -4-^DD- 1 H — f s^v* 

[4.5-cJ*yUVi4«(0.0536««>l) 

[0068] IR (KBr)cr' : 3400. 159 
0. 1510 

'H— NMR (CDC l*+CDaOD) * (ppa) : 2. 
06 (2H.m) . 2.72 ( 2H. t. J = 6.8fe) , 
2.98 (2H.br) . 4.64 (2H.t.J = 7.0H 
z) . 7.57 (lH.t. J=7.6fe) . 7.61 (1 
H.t.J = 7.6Hz) . 8.03 (lHs) . 8.05 
(lH.d.J-8.0fe) . 8.1 1 (lH.d.J-8. 
OHz) 

[0069] (9QM10) 

l-o-rsyypeib) -iH-^gy'/ra 
- c 1 *y u v-4-T? vg^-tf f *<y>9 1 

1- (3-TSyTDlTA') -4-^no- 1 H — f S 
^/•[4.5-c] 4ryy^l4«f (0.0 5 36»l) 
€ririIMIUiJ(i« ft*it« *9S— **5aUUftMrFK 
^T^tXTB-lfcini. 1 5 0-C««feLTl«BT 

yn^M<*»o.3«i*jo£wa«*raLT. l- 

0- rs^rtatr*.) -m-4 s*v[4.5- 

c]VJV-4-7SV8k (0.0 33 

£Ofc«W*MMtt. SOtW50fl:^»t-«L 

fc. 

[0070] (IQtMll) 

4 -^yy/prs y-i-rg-( tgrt -y^ f , 
^^r;y i tp^i - 1 s w r 4 , 
5-cl^/yy^ft 

1- [3- (tert-rh^a/ntfx^rsy) 7oe 

A-] -4-^OO-lHH [4.5-c] *y 
U^30« (0.083 lnol) fc^S/A-TSVlal 
frini. 1 5 0X^awRUT3i«BHfWUn:. XffTTi 
fW>O^TS^**L. 1 N-fflltAflMctJB 
£*fc>*UXC2BJAtfSU:. «mB*l»U*tt*X 

7-hy>A*jB«ra»u «a (Naisoo <*. « 
ffTiMts-sr^Lfc. saEt-^y^y^^^^ovh 

0: lv/v)»SlB4H£J:0. 4-^y/WTSy-l 
- [3- (tert-rh*&o»/HffxA-T5y) me 
A-] -lH->f 5rV [4.5-c] *yy^3 5« 
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(0.08 1 lwl) *SfMB*(mP : 171-17 

[0071] 1R ( K.B r) cm' 1 : 3 3 30, 170 
0. 1 590. 1 540 

' H — NMR (CDC Is) 9 (pp«) : 1.4 6 (9H. 
s>. 2.18 (2 H.m). 3.25 (2H.m) . 4. 
57 (2H.t.J=7.0Hz) , 4.64 (lH.b 
r) . 4.9 5 (2H. d. J = 5.2Hz) .6.05 
(IH.br). 7.26-7.36 (4H.m) . 7.4 
7 (2H.d. J = 7.6Hz) . 7.51 (lH.t.J = 
7.6Hz) . 7.82 ( 1 H.s) . 7.92(2H.t.J 
-8.0Hz) 

[0072] (KfCni2) 

1- n-Tgyroert.) -iH->f srrr4.5 
- c i*yuy- 4-rsyw^tt (*g>3) 

4— ^y^H'T^y-l - C3- (tert-rb*y 
UAr&ZLfrT S J ) TOttH - 1 f S^V* [ 4 . 

5- c] dfyyv30Bg (0.0695-bI) «-*W3b 
H=»KU *Wft»J^>A-|» [20%] 0. 1 g 

ttat i BtmasLUz. turner* ussrm&f: 

(6 : 3 : lv/v) 9B W* g> «« fe*. 

r*-* y«i"rtSA*rRL . 1 - o-rs /rne 

A-) -lH->f [4.5-c] df/'J>— 4-T 

SV7« (0.0 2 90-ol) *WBfe»3fci: LT# 

ft. 

[0073] (9310*13) 

4 - T4 - (tert-rt>»y^ rf{^T£y) r^/t- 
T3/1 -2-90D-3--hn*/Uy^ 
2.4-^00-3-— hO^/yy0.72g (2. 
97mo1)2W*N- (tert-7>*S'J»A'i*C=./W - 
1.4-v s TSy7'^>'0.5 6g (2.97—ol) «rh 
'JIf^7SV12il«. 7 0"CCMRLT 1 . 5««B 
HtfLfc. MEETS* L. B8£Ofe<*-U>iai|( 
U *ife. (£» (MgSO.)tt. *ETSK*«*L 
fc. Mtn^W-yxfJlrX- r/W ( 1 : 1 v/ 
v) Thy-f-AP-hUTJTXL. 4- [4- (ter 
t - r h * i^X? /W^/PT = / ) 7+rt,T$Sl - 2- 
?nn-3--hD^y | J>'0.97g (2.4 6aaol) 
tRe«3R(mp : 12 5-1 2 6. 5^) i: LT» 

[0074] IR (KBr)cr' : 334 0. 328 
0. 1 680. 1 540. 1520 
1 H — NMR (CDC 1 j) 9 (ppa) : 1.4 6 (9H. 
s). 1. 63(2 H.m). 1.78(2 H.m). 3. 
19 (2H.q.J=6.4Hz) . 3.47 (2H.q.J = 
6. 1Hz) . 4.68 ( IH.br) . 6.4 1 ( 1 H.b 
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r) . 7.52 (lH.t. J-7.7Hz> . 7.74 (1 
H.t.J»7.8Hz) . 7.91 (lH.d.J-8.4H 
z) . 8.1 1 ( 1 H.d. J=8.4Hz) 
[0075] (5Sfc«14) 

q-Tgy-4- \A- (ttrt-yK*^^-^ 
4- [4- ( tert- r h AT 5 / ) r*-A- 

rsy] -2-^oo-3-~M?*yyvo.5« 

(1.27M01) frx*y-*l SaieMffL. «KW 

io -rem • 2*ftntn.og (4.43mdi) ztatin 
mmmasi ufc. Butm* 2 n - r>-*-T*ar 

RifA- ( 2 : 1 v/v) ffiHMHCJ: 0BI*W**>. 

-T5y-4- [4- ( tert- Th* s^A-JftXA-T S 
/) r-f-A'TSy'] - 2-?DO#/!>y0.12g 
(0.32 9wm\ ) Afc l/C»fc. 

[0076] IR (KBr)cr' : 3270, 168 
0. 1540. 760 

'H— NMR (CDC Is) 9 (mm) : 1.4 4 (,9H. 
s) . 1.64 (4H.m) .3.17 (2H.«i,J=6. 
0Hz) . 3.27 (2H. t. J=6.6Hz) . 3.89 

(IH.br) , 4.15 (2H,bs) , 4.59 (1 
H.br) . 7.4 7 (2H.ra) . 7.77 ( 1 H.d. J 
= 7.6Hz). 7.89 ( lH.d. J=7.2Hz) 

[0077] (£ft0<15) 
30 1 - T4- (t«-t-rs^^A-^Tgy) 
ao -4-ypp-iH-(£y/r4.5-ci»y 

3-TS/-4- [4- (tert-r h=^^*/W^=JUT 
S /) r^/WTS/l -2-?OD^/ijy0.14g 
( 0 . 3 8 4 hd! ) £ h 'J X A-* A' h sfcA-* - h 0 . 3 
2il (1.9 2— ol) Srfln*.. 1 0 0X:tC*9tLT 1* 
tffiLtz. 5Uti&£*! £*£ETifi* L . «S£^y#y 

*/-A-( 1 50 : 1-1 00 : 1 v/v) SSBB^fclJ: 

40 •)» i - [4- (tert-rh^^A'^/ursy) r 

f-AO -4-?oo-lH— f S^/t4.5-c]^ 
/Uy0.12g (0.321b!) (m 
P : 1 4 8— 1 5 OX:) fcLT»fc. ZO^VXTyftieT 

[0078] IR (KBr) cr« : 1 695. 1510 
1 H — NMR (CDC la) 9 (ppa) : 1.4 2 (9H. 
s) . 1.62 (2H.m) . 2.06 (2H.m) . 3. 
21 (2H.q. J=6.4Hz) . 4.58 (1 H.b 
r) . 4.65 (2H.t.J=7.4Hz) . 7.66 (1 
50 H.t.J«*7.2Hz) . 7.72 ( lH.t.J=7.6H 
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z) . 8.02 (1 H.b) . 8.1 3 (lH.d.J-8. 
4Hz) . 8.21 (lH.d. J -8. 2 Hz) 
[0079] (XHM16) 

1- (4-T-? y-7-frfb) -4-»DD-1H-<f^ 

1- [4- (UTt-7h*is&llrf=J,T$.S) 7> 
*•] -4-^OO-lH— f S^V [4.5-c]*y 

y^O.lOg (0.267ho1) *&fk**-ls>'6Bl£ 
**U r!f 7 A-sfolW 0.2 1*1 (2.67h>1) 

ftimariwiffL^.Bacas-tsffTWiL. as 10 

tZ 1 N -*Kfc7- h |f *A*JB«2«l&t«aB**ln£ 
T^D O^^r 5 0*fefJ L . •£» (NaiSOi) ft* 

[4.5-c] *yy^4 5«(0.164wl) *g« 

[0080] IR (KBr)cr' : 3400, 295 
0. 1670. 1520. 1360 20 
1 H-NMR (CDCli) * (pp.) : 1.5 1 <2H. 
m> . 1.96 (2H.m) . 2.66 (2H.t.J«7. 
2te) . 3.03 <2H.bs> . 4.53 (2H.t.J 
= 7.4fe) . 7.56 (lH.t, J = 7.4fe) . 7.6 
0 (lH,t.J«7.5lfe) . 7.97 <1H. s) . 8. 

0 2 <lH.d.J=6.4Hz> . 8.04 (lH.d.J = 
6.4b) 

10081] (9mmi7) 

l-(4-TS^)-lH-^^r^^- 

1- (4-7S/rt*) -4-^do-1 H — f =r 
V[4.5-e]4f>"J>'4 0«« (0.146hd1) &|f 

f*=T4«l*jB£. 1 SCOClBftUTlWWfL 

1 N-*gHk^h i"xmc*»o. 5 «i »faj 
^trTOUx^y-A^^wsftux. l- u-rs 

-iH->f srv[4.5-c]^yy>- 
4-75^1 4«g (0.0 54 8«ol) fr fflJIItfa lSfl 
(m P : 227-230. 5-C (^f) ) kLT»fc. 40 

[008 2] IR(KBr)a-':3340, 318 
0. 1650. 1 530. 1400 
'H-NMR (DMSO-da) * ( m ) : 1.30 (2 
H.br) . 1.39 (2H.m) . 1.89 (2H. 
m) . 2.55 <2H.t. J-6.8HZ) . 4-59 (2 
H.t.J-7.0Hz) . 6.56 (2H.bs) . 7.26 

(lH.t.J=7.4Hz) . 7.44 (lH.t.J = 7. 
7Bz) . 7.62 (lH.d. J = 8.0te) . 8.05 
(lH.d.J=8.0Hz) . 8.19 (lH.s) » 
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[0083] (99tMl8) 

4-^^75/-!- T4- (tart-Tft.*^^ 
ff=*T5 y ) ~ 1 H->f g-TV r*.;- 

1- [4- (tert-7>«*5^/H!J=A.T$y) 7> 
A,] -4-^oo-lH— fS^V [4.5-c] *y 
!f2"7 0ag (0.187h>1) COSJA-TS^al* 
1 5 3l«BHlff L>t. *flET3M 

^Mf>A*j8strafe»u fat (Na*s6>) «l * 

CiftL. ^aD*/PA-^^y— A« (1 5 
0: lv/V) 9. 4 -O SCAT'S y- 1 

- [4- (tert-rr^S^A-iKCiA-TSy) 7*f-A] 

-l h-4 syy [4. 5-c ] ^yyv79«« (o. i 

77«d1) *Sft»3fe (mp : 1 51 — 1 5 3. 5TJ) 

ft*. 

[0084] IR (KBr)cr' : 3380. 331 
0. 2930. 1680, 1595. 1540, 124 
5. 1160 

'H-NMR (CDC It) * (pp.) : 1.42 (9H. 
s) . 1.58 (2H.m) . 2.02 (2H.m) .' 3. 
18 (2H.m) . 4.55 (2H.t. J = 7.4te) , 
4.5 5 (lH.br) . 4.9 5 (2H.d. J=5.6H 
*) . 6.03 (lH.t.J = 5.6Hz) , 7.23-7. 
36 (4H.m) . 7.47 ( 2 H. d. J =7. 6Bz) , 
7.51 (lH.t. J=7.8Bz) . 7.75 ( 1 H. 
s) . 7.90 (2H,d. J=8.0Hz) 
[0085] (5atWl9) 
1-tA-TS £Z±BA -iH-<fg^r TA 

4 -K>S?n,T S y- 1 - [4 - (tert-rh^^A. 
#■=^75 y) 7**- A] -1 H--< SrV [4.5- 
c] VJy6 7w (0. 1 5 Owl) €-<HK5alO* 
WU *IMfc>*9S*>A-«*t20X] 0.15«* 

€r«*L^tt«aE«r^U *yA->»9.l>?OTr^97 < 

( 6 : 3 : 1 v/v ) &£B«- J: 0 S0Wf«>ff8BS**. 
7A*«f»fl|LTB»tctjPEL. 1- (4-TSyr^- 
A) -lH->( =ry [4.5-c] ^yyv-4-7 
S>14« (0.0 54 8-pI) *»WS©3fcfcLTl» 

fc. :«tw*iaitt, 9dtMi 7oft^fifc-8tu 

[0086] (5HWHI20) 

1 - T3- T T4- (^7«z»x^) -i-^ 
i /^T^fH TS yl TertTAl - i h—a ***r 
[4.5-cUyuv-^-rsv^ 
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a) 7OOBW0.1 Os <l.l«Dl)&m- (3 

-Ts/ma) - 1 H--f [4.5-c] * 
/tjy- 4-TS>-0.24« ( ImD S-N.N-^V 
f-A-*A-X>TS H 3 0«1£SSU 1 - ( S-Wf* 

r s /rotr/w - 3 -xf-^/nPi^-i s k • ohs 

(EDCI ) 0.29s (1.5—ol) trMXW&Tl 
Kfc»t=**iD£. ^umtsA-ATl 03. 
^odiM'A-^^/'-A' (10: lv/v) T3BMU1S 
Uc. *Wi«r*IS*-CiS*U «* (Na»SO«) 
«. *ffT***»*UT. I" [3- [ (^DOT-b 

*a-) rs/] roe*] -ih— r srr [4.5- 

100871 b) a)T#Ulfcl- [3- [ (*o 

c 4 . 5 - c ] *y y y- 4 -r £ vowifertfctx* 

S-A>5mUzmmL. 4- (y7x^h^) 
US^V ■ tBIISO . 14s (0.47 2mo1 ) BXft&Mt 
Xth!)9M8mg (0.5 6 6«ol) 7* 

iCftU ^DD^-^fy- IK 3 0 : 1—20: 
lv/v)*SBM#l£*'K 1 - [3- [ [4- (^7 1 

Mr^) - 1 -tr^y s/vrttA-] rsy] r 
qka'] -lH—f srv [4.5-c] #yyy-4 

-7Sy20« (0.0364«ol) *:8*felHH(fc 
*. 

[0088] IR (KBr) or» : 3320. 165 
0. 1525. 1070. 700 
1 H— NMR (CDC l») » (ppm) : 1.70 (2H. 
m) . 1.86 (2H.m) . 2.19 (2H.m) . 2. 
27 (2H.t.J = 10.4Hz) . 2.74 (2H. 
m) . 2.98 (2H.s) . 3.39 (2H.Q.J-6. 
5Hz) . 3.45 (lH.m) . 4.54 (2H,t.J = 
7.0Hz) . 5.49 (lH.s) . 5.60 (2H.b 
s), 7.21-7.36 (lOH.m) . 7.38 (1 
H.t.J=7.2Hz) . 7.51 ( lH.t.J = 7.7H 
z) . 7.8 2 (lH.d.J=8.2Hz) . 7.89 ( 1 
H.s) . 7.90 ( lH.d, J = 8.0Hz) 
[0089] (SJt«21> 
1- T3- (7?')rt,7j/) TPt^l 
4<y r4.5-c1*y'J^-4-TSV<^lg 

1- -lH->f srv[4.5 

-c] #/yv-4-TS>'0.24g ( lnol) frN. 
N-S^Xf-A-*/WATSF3 0zl«BiBU 
75*1 (I.ImoI) BLVl- (3-^>fA-rS>r 
oe^) -3-Xf-A-aA-itfiM S F • IBWB0. 29 

s ( i . 5a»i ) fcatf.Ea.T3. swaiffU:. sue 
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9 (10: lv/v) T4BBfeBLfc. gjM t* 

m*mt»u <a»(Naiso4)«, Msrwiea 

ftU ?aa1M'Jk-*9S— A> (8 : lv/v) »JKB 
0 B IWWSIfcHfcO* ocufcA-A 

rh'J-f-*^-H't* , Kl'« 1 - [3- (T^UA-T 

= y) rotr/H -1H-- f s^/ [4.5-c] *y 

•JV-4-TS^O. 14g (0.474wl) frtttfi 
tft*(mp : 17 3-17 5X:) fcLTWfc. £«<><0 

10 <o*HB*«*-*»iiaT«*Dr**. 

[0090] I R (KBr) c*" 1 : 3330. 320 
0. 1630. 1525 

• H — NMR (CDC Is) * (vim) : 2.25 (2H. 
m) . 3.47 (2H.q.J-6.5Hz) , 4.61 (2 
H,t.J=7.0Hz) . 5.47(2H.bs). 5.7 
(lH.br) . 5.71 (lH.d. J- 10.4to) . 
6.09 (lH.dd.J-1 6.8. 1 0.4Hz) . 6.3 

2 (lH.d.J= 16.8Hz) . 7.33(lH.t.J = 
7.6Hz) . 7.53 ( lH.t.J=7.8Hz) . 7.83 

2D (lH.d. J = 8.4Hz) . 7.92 (lH.a) , 7.9 

3 ( lH.d. J=8.2te) 
[00911 (*at«22) 

i - f ^- r i a- (Wx ^xt.**,) -i-e^ 

1- [3- (T^'JA-TSy) TnlTA-) -1H-- f 5 
rV [4.5-c] #yyv-4-T5V0. 1 2s 
(0.406hdI) fcX^y-A-lOalOBWU 4- 
(i?7x-Ao«Mri') e^'J^-fflttO.l 3g 
30 (0.4 2 7»l)JKtt«**rMJ«7A38«f (0. 

447»d **rt. manaHKeus. wmi*** 

< -fcttLfc. ?OD^A-y^y-rt- ( 4 

0 : lv/v) jgUUKKUOBHttb***. 

X— f-A-T" h 'J -f-a l*— F LTiPKL. l-[3- 

[ [4- (s;?xxavxmh') -i-tr^y^>7T3 
/v**] rsy] rotrA-] -ih->( srr [4. 

5-c] *yyv-4-T5>-7 5«(0.133«o 
1) *«tttfe»* (nip : 178-182T:) ktT» 
40 Kl. ^Wt OTiO^He? Wt=— ? (iWTcOjl 0 T* * . 
[00921 IR (KBr)er' : 3330. 320 
0. 1640. 1530. 1080. 700 

1 H — NMR (CDC 1 * ) 8 (ppa) : 1.6 1 (2H. 
m) . 1.84 (2H.m) . 2.13 (2H.m) . 2. 
20 (2H.m) . 2.38 (2H. t. J -6.0Hz) . 
2.54 (2H.t. J«=6.0Hz) . 2.74 (2H. 
m) . 5.4 8 ( 1H. s) . 7.21-7.54 (1 1 
H.m) .7.51 (lH.t.J«7.7te) .7.83 
(lH.d. J-8.4Hz) . 7.91 (lH.s). 7.9 

50 4 (lH.d.J=8.4Hz) . 8.68 (lH.br) 
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[0093] <SatM23> 

!- T4- tX2Jl&Z£Zl Z±&1 -lH->f 5^ 
'/r4.5- e 1*y»JV-4-T5>^lg 
1- (4-T$.S7+n>) - 1 H-- f S^/ [4.5- 
c] W^-TS^O^eg (lHDl) S-N.N 
-j***-rt*5iW»T5F3 0«lt3BSU T^ViH87 

5tfi ( i . i—dDavi - o-^^rsyrn 

KA-) 5 H • SSEffiO. 29g 

( 1 . 5— ol ) SrlDiSHftTl WOT Lfc. BUEHJC* 

>>-A< ( 1 0 : 1 v/v) T40ttSBLrt:. «ttJI£-*tt 
*T»i»U «S* (NatS04 ) flL *ffT»*S-S* 

us. aaEfrv-y^y^yA^ovh^^^-cff 

L. ? OOtf-./WA -> ^ y'-zW ( 1 0 : 1— 8 : lv/ 
v)SSBWH=J:!L 1- [4- (r^UA-rsy) r 
-1H-- f S^/[4.5-c]#/yy-4- 
T5V90mg (O. 29 1niino 1 ) *S«fe»3fc 
(mp : 1 76—1 78XJ) fcLT»fc. £»t»<0» 

[0094] I R (KBr)cr' : 3320, 320 
0. 1 640. 1 530 

'H-NMR (CDC It) 6 (ppb) : 1.6 5 (211. 
in) . 2.04 (2H.ni) . 3.40 (2H.q. J = 6. 
7Hz) . 4.58 (2H.t. J = 7.2Hz) . 5.50 

(2H.br). 5.52 (lH.br) . 5.65(1 
H.d. J = l 0.2Hz).6.0 3 (lH.dd.J = 16. 
8. 10.4Hz) . 6.27 ( 1 H. d. J = 1 7. OH 
z) . 7.3 3 ( 1 H.t. J= 7.6Hz) . 7.5 3 ( 1 
H.t. J=7.7Hx) . 7.83 (lH.s). 7.83 

(lH.d. J=8.6Hz) . 7.93 ( 1 H.d. J = 8. 
4 Hz) 

[0095] (»tM24) 

1- T4- r T4- (iS-7 xZLA,Xh*>s) -l 

l- [4- (r^y/PTsy) r*A-j -ih— f 

V[4.5-c] >—4-TS V8 5«g (0.27 

5a»l) tX^y-A.7«HCWKU. 4- (y'7x-^ 

tT^y^'V- ■ tUH888ag (0.2 88no 
O a^Ktt*aW-hy^J!.2 5Bg (0.302bkI) * 

lmtmaxLiz. lti*s. tw 

ftUS. ^DD^A-^^y-zKso : lv/v) » 
aSnHK=J:9Btttt***>. *HS*«x~ f/PT r- y 
•f-Al^-FLTiWRL. 1- [4- [ [4- (y'7iz 

a-* r-*^) -i-tr^y^>7-D/ty>(/p] rayj 
r+iui -ih-4 srv [4.5-c] *yyv-4 

-TS ^4 8« (0.0 83 2-ol) SBfe®* (m 
P : 174-1 7 6TT) i:LT»fc. COfcOOiHe* 
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[0096] IR (KBr)cr' : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
0. 705 

'H-NMR (CDCla) 8 (*») : 1.48-1.6 
3 (4H.m) . 1.77 (2H.m) . 2.01 (4H. 
n) . 2.30 (2H.t. J = 6.0Hz) . 2.44 (2 
H.t. J-6.0Hz) .2.6 3 (2H.m) . 3.28 
(2H.<». J = 6.5Hz) . 3.37 (lH.m) . 4.5 
6 (2H.t. J = 7.2Hz) . 5.42(2H.bs). 
10 5.47 (lH.s) , 7.21-7.35 (1 1 H. 
m) . 7.51 ( lH.t. J = 7.7Hz) . 7181 (1 
H.s) . 7.82 ( 1 H.d. J = 8.0lb) . 7.92 
( 1 H.d. J -8.0Hz) . 8.5 8 (lH.br) 
[0097] U8C0125) 
1 - T3- f T4- f f^-^pp?^) 

otfrt,i -iH->f 3<v r4.5-d*yijy-4 

1- [3- (T^yrt»TS^) rottP] - 1 H--f s 
20 ^V[4.5-c]#yyv-4-TS>'50Bg(0.1 
6 9mo1) fcx^y-A-SnlOWKU 4- [ (4-* 

6 0«(0.178«ol) &VBlSgt*&+b»*>±16m 
K(0.186wl) tJOiTlBaSKKSUfc. SRHfc 

( 4 O : 1 v/v) *ffi«NC i 0 B0*fcfc**>. 
*»x— r/PThy^juW-hLTjPHL. l-[3- 
t [4- [ (4-^nn7xx;p) 7i^h*y) 

30 - 1 - 1:^ y is>mn/\; jiu] rs v] roe^] - 

1 H — f SrV [4. 5-c ] ^yj>'-4-T5>-4 
Ons (0.066 9-ol) *efe»5fc(m P : 17 0- 
1 7 2.5*0 fcLTfcfc. i^fcWHHISWx-^ 

[0098] lR(KBr)ca':3320. 3 20 
0. 2940. 1640. 1530. 1080 
•H-NMR (CDC l») ff (pp.) : 1.5 9 (2H. 
m) , 1.81 (2H.ro) . 2.1 3 (2H.m) . 2. 
20 (2H.m) . 2.37 (2H, i, J =6.0Hz) . 
40 2.54 (2H. t.J = 5.8Hz) . 2.72 (2H. 
m) . 3.37 (2H,q.J»6.4Hz) . 3.40(1 
H.m) ,4.59 (2H.t. J=7.0Hz) ,5.43 
( 1 H.s) . 5.4 5 (2H.bs) . 7.2 3-7.3 
4 ( 1 OH. in) . 7.5 1 ( 1 H. t. J =7.6Hz) . 
7.8 3 ( 1 H.d. J=8.4Hz) . 7.9 1 ( 1 H. 
s) . 7.94 ( 1 H.d. J=8.4Hz) . 8.59 (1 
H.br) 

[0099] (%*0|26) 

1 - T3- lA-9oni\,?9/4n,~r* y> -mr 
» ^-lH-^y/r4.S-c U/.jy-a-T 
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i - (a-rc/Toe*) -ih— f s^vu.s 

-c] «*/y>'-4-TS>'0.24s ( lool) *rN. 
N-£^*f-A^A^T£K3 0*lfc2BSU 4-?oo 
RBtO.l lal ( 1. IhbI) l3-&*+*T 
5 /TDtW - 3 -x*/lofr/l'jtf^'f 5 H • t&Ktt 
0.29 b < 1.5-ol ) *an££sr]«n#U:. E 
BittCAttlJkfclWi.. BHtx^T3lHlttajL^. W« 
L. C£» ( N ai SO* ) ft. WETW 
*fc«*Lfc. Wt*x~ 5rA*fcfc*Try*-*U- 
hLTflTXU 1 - f3- {4-9uuA>Tf 
*y) ratr/H - l H-- f srv[4.5-c] *y 

UV-4-T5>'3 0Bg (0.08 6 7— ol) t:8»fe 

or**. 

[0100] IR (KBr)er' :3330, 320 
0. 1 650. 1 530 

1 H — NMR (DMSO-ds) S (p—) : 1.9 1-2. 

04 <4H.m) . 2.26 ( 2H. t. J = 7.4ltz) . 
3.12 (2H.q. J = 6.2Hz) . 3.64 (2H,t. 
J=6.6Hz) . 4.59 (2H.t,J«6.8Hz) . 6. 

5 8 ( 2H.br) .7.26 ( 1 H. t, J=»7.4H 
z) . 7.45 (1 H.t.J = 7.8lb) . 7.62 <1 
H.d.J=8.0Hz) . 8.03 (lH.d.J = 7.6H 
z) . 8.0 5 (lH.br) . 8.20 (lH.s) 

10 1013 (%ftfM27) 

!_ T3 - r r4- (=;->*-ii>*h*^ -i-t^. 
uyvry/^ i rsyl :rotr;H - ih-^ 

'/f4.5-cU y'Jy-4-TS^It 

l - [3- (4-^ooA'T'^y^/i'TSy ) mtr 

/U] -lH-f £*V [4,5-c] #/'jy-4-7 
5>-2 5*5 (0.0722— ol) . 4- (y'7i^ 
h*^) e^Ui^'V ■ «RtS44« (0.14 4— ol) 
BXflttSUlW J* 4 0m (0.289— ol) trN.N-y 
j***'JlVW»TS K3BI4T-. 1 0 0r«Bfl!ftl.T8i!) 

JBU Wt (Na:S04) ft. *EETStt*«£Lfc. 

o*/WJ»-.X*y— 4, ( 1 5 0 : 1— 7 0 : lv/v) jg 
HJBttlcJ: 0 BOW* jSaB^x-^r r U 
■f-iU—hLT. 1- [3- [ [4- (^7iiA->h 

*~» -i-K'<vi?y7 , fs4A'] rsy] rot 
*•] -iH-f s^v [4.5-c] ^yy V-4-T 

5 VI 5«g (0.0 26 0— ol) «refe»*(mp : 1 
5 8-1 6 2.51C) tLmt:. Z<r>h<?»r>4Ht?m 

■t- * umTnm ot$>&. 

101021 I R (KBr) cr' : 3200. 164 
0. 1 530. 1 070. 700 
1 H— NMR (CDC Is) S (PP«) : 1.6 2 (2H. 
m) . 1.7 7 (4H.m) . 2. 1 0 (2H.m) . 2. 
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] 9 (2H.m) . 2.29 (2H.t. J«7.0Rz) . 
2.34 (2H.t,J«6.4fe) . 2.69 (2H. 
m) . 3.35 (2H.q.J«6.5lb) . 3.40 (1 
H.m) ; 4.58 (2H.t.J = 7.0Hz) . 5.45 
(2H.bs). 5.47(lH.s). 7.19-7.3 
4 (1 lH.m) .7.51 (lH.t. J«7.7fe) . 
7.8 2 (lH.t.J = 8.4Hz) . 7.9 2 ( 1 H. 
s) . 7.93 ( lH.d. J=8.2Hz) 
[0103] (SOt0l28) 

io i-r?-(?- »DD^y»^»7S/) roe 

flgj — 1 H— «f £ 4T*f T4.5 — el ^ SV>—4 — T 

l- o-Tsyyotr/w) -ih— r si r y[4.5 

-c]4fy"jy-4-7SV0.32g (1.33— ol) 
*N.N-^**/V^WAT5F4 0b1«B»U 5- 
?nn«*K0. 1 5al ( 1.4 6-ol ) RV1- (3- 

yy-f-A-rsymtfn^) -3-x.+A,&nrtfis<( sh 

-fflBMB0.38g ( 1.9 9— ol) trUDiSar 1 Wt 
If Ufc. JUGMlS*ft)art.. MBX^T2I3$^(=^ 
20 OOitykA-.X*y'-/U (10: lv/v) T^EHMSU 
fc. *Wi****TtB»L. «£* (Na«SO«)«. 
JWI**ETW*U:. BKtfcX— t^T r U txU- 
M/CTOU 1- [3- (5-?ntM>*W*y-Ol> 
T§y) TOtTA*] -1H-- f S^V [4.5-c] ^ 
yUV-4-TSVO. 1 6 g (0.445— ol) 

10104] I R (KBr) car 1 : 34 70, 329 
0. 1650. 1525. 1395 
30 1 H — NMR (DMSO-d«) S (p—) : 1.62 (2 
H.m) . 1.70 (2H.m) . 2.00 (2H.t.J = 
7.0Hz) . 2.12 (2H.t.J=7.4Hz) , 3.12 
(2H.q. J=6.3Hz) . 3.62 (2H. t. J = 6. 
2Hz) .4.59 (2H. t. J = 6.9Hz) . 6.6 1 
(2H,bs) , 7.26 ( 1 H. t. J*7.6Hz) , 7. 
4 5 (lH.t. J=7.8Hz) . 7.6 3 (lH.d.J- 
8.4Hz) . 7.98 ( lH.br) . 8.04 (lH.d. 
J=8.2Hz) . 8.21 (lH.s) 
[0105] (53W29) 

40 i - T3- r T4- (s^x/i^Hr^) -l-e/s, 
u^>^-py^i 7syi7n^i — i H-^fg 

rvT4.5-c1»/'J >-4 -r £ yg^tf 
1 - [3- ( 5 -?DO;Kyf X 4 /UT£ ./ ) 7Dt 
/H -1 H-4 £rV [4.5-c] #yyv-4-T 
£X50« (0. 1 3 9— ol) . 4- (y7i^Mh 
4r^) tmiSy ■ &K84 2ag ( 0. 1 3 9-ol ) & 
WKSt*y»A58as (0.4 1 7— ol) S-N.N-S>* 
t^t^iTi H3»iq>T. 1 0 0"Ct:*E!tLT7l«a 
Jflfflfc. 5R8Hj«r^ijiUT»S. Stt**EET«*L 
50 fc. ««*TiW£-*-;05A7tr?r* f ^7*-fc:ftU 
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10 



20 



?naiM>UK-jt? J—fr (100: 1—70 : lv/ 
v ) SffliBJ-lc J: 0 Btttttfttt. S*S*ttx— 

TM./**U-I»UTOTRU 1- [3- [ [4- (s> 
7xX/W*h*i/) -1 -tr**y^>"0'*y'4A'] T 

syjrotr/u] -ih-< f s^v[4.5-c]*/ 

iJ>--4-rSy20ig (0.0 3 38t*>l) t&fe» 
3fe(mp : 15 2-1 54T:> i: LT»fc. COtW) 

[0106) IR(KBr)er':3330. 320 
0, 2940. 1640. 1530. 1070. 700 
1 H-NMR (CDC It) * (pp.) : 1.50 (2H, 
m) . 1.64 (2H.«).1.69 (2H.ro) . 1.84 

(2H,m) . 2.08 (2H.m) . 2.19 (2H. 
m) , 2.20 (2H,t. J*7.4Hz) . 2.30 (2 
H.t.J=7.2H2) . 2.70 (2H.m). 3.36 

(2H.q.J=6.5Hz) .3.41 (lH.m) . 4.5 
7 (2H.t.J = 7.0Hz) . 5.45 (2H.bs). 
5.49 (lH.s) . 5.94 ( 1 H. t . J = 5.8H 
*) . 7.21-7.37 (1 lH.m) . 7.52 (1H. 
t,J = 7.7Hz) . 7.83 (IH.d. J=8.4Hz) . 
7.90 (lH.s) . 7.92 ( 1 H.d. J = 8.4Hz) 

(0107) (mmn3o) 

1- T3- (6-rn**v*U->Mji,Tgv) Tof 

1- (3-75/70^) -1H-4 SrV [4.5 
-c] *yy>-4-rS>'0.24« (ImoD *N. 
N-^tA*^i>7S K3 OilOHU 6-ro* 
»7D>t0.21g (l.laot)Siri- 

f-n-rsyTntr/p) - 3 -x^-a^/pik^m § f • « 
wto.298 (i.5mdd eani. aa-riwwfL 

fc. £UG«£M**ft;tm^*/kT2emttU C6 
« (NaiSO« ) ft. ttEmMfr«*Lfc. B**x 

-^/U? *>t*T- h UtiV- h LTfrTKU 1 - [3 

- (6-ro*'«v4Mry-f*'Tsy) meno - 1 h 

[4. 5-c ] ij^-4- T 5 ^5 0 „ 
(0.1 2 0-ol ) frRafe»3fcfc LT»&. COLO 

[0108J ]R(K6r)cr>:3330. 320 
0. 1 540. 1 540. 1 395 
1 H-NMR (DMSO-ds) * (ppa) : 1.36 (2 
H.m) . 1.52(2H.m). 1.70 (2H,m) , 
2.00 (2H.m) .2.10 (2H.t.J = 7.0H 
z) . 3. 1 1 (2H.m) . 3.60 (2H.t.J = 6. * 

VArVfy^/JW-h (SP-20) 

S'nfjfj-fyrDe/t, ( i pm) 
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*8lb) . 4.59 (2H.t.J«7.0Rz) . 6.56 
(2H.bs) . 7.25 (lH.t. J -7. 4 Hz) . 7. 
44 (lH.t. J = 7.4Hr) . 7.62 (lH.d.J- 
7.8Hr) . 7.95 (lH.br) . 8.03 (IH.d. 
J = 7.4lta) . 8.20 (lH.s) 
[0109] (%*0I31) 

1- T3- r T4- (^ xa^i.^) z±=J£i< 

Vi?»^*+;4/l>t 7§yl "To Hit, 1 - 1 a 
^Vf4.5-e1*y»JV-a~T.a^ir M e rfff 

1 - C3- (6-ro*^^y-fA.rsy) 7De 
jp] -iH-*f S^V[4.5-c]dfyyy-4-r 

5^4 5«g (0. 1 08hoI) . 4- (y7i^h 
*^) }£1VZ?> 4Btttt6 5« (0.21 5«ol ) & 
VKat*y«7A5 9« (0.430a»l) frN.N-i^ 
*-JW5/kfi»T5F3«l*, 1 0 0*Ct=JiaiUT8iSBMt 
#Ut. EiCac*«rJDi^QO^AT2H»aiL. 
IE* (NaiSO.) «*. «ffTWItt«*Lfc. Hit* 

J*-*9J—nr (15 0:1—70: lv/v) 

— hLTWEL. 1- [3- [ [4- (s/'7i=A-> h 

*^) -1 -e^yi?^*"iry-f4<) rsv] rot 

AO -1H-- f Sr*/ [4. 5-c] 
SX28« (0.0462m»1) (mp : 

1 5 1-1 5 5"C) t LXWi. IWtWjttWr 

[01101 IR(KBr)cr>:3330, 294 
0. 1630, 1540. 1070. 700 
'H-NMR (CDC Is) 8 (pp.) : 1.3 1 (2H. 
m) . 1.48 (2H,m) . 1.63 (2H.m) . 1. 
70 (2H.m) . 1.86 (2H.ro) . 2.07 (2 
H.m) . 2.17 (2H.t,J«=7.6Hz) , 2.20 
(2H.ro) . 2.27 ( 2H. t. J = 7. 6H2) . 2.7 
1 (2H.m) . 3.37 ( 2H. q. J = 6. 5te) . 3. 
42 (lH.m) . 4.57 ( 2 H . t , J — 6 . 8 Hz ) , 
5.45(2H.bs). 5.50(lH.s). 5.62 
(lH.t.J=6.0Hz) . 7.21-7.37 (1 1 H. 
in) . 7.53 (lH.t.J=7.7Hz) . 7.83 (1 
H.d,J«=8.4lfe> . 7.90 (lH.s) . 7.93 
( IH.d. J=8.2Hz) 
[0111] (SQt«32) 
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40 



2g 
0g 
4* 
4s 
08 



[0 112] aOXXltmLtzVWfytS^ls-mtoxy. (SP-20) 2«l=*#HHfca*0.2g*JO;UB 
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tmmitl. ZtllZ = VX+yfM VTU>£A> ( I P 

m> 0.4 g w«HSft8«?(8or) ix 

[0113] UtWHl) 
2%4 5**K*«*>ft* 

8 o'ccstfiU^'f yx^r y fl*5 «C*B»»4 9 

8 8 8 1 5 C£H*>;<r8rC^J£Ufc<f S I s 0 . 5 s 
«r»ii»BTWWLfc. iilfc. 2m*SJK (80^) L/C 
iSVVtafeV-feU^l 9.5g*Jo£. «tL**<«E 

C0 1 14] Ofc«H2) 

0.1 2%U>"T f o>'VIK« (S^^nSB) ***>± 
[0115] (*3fcW33> 

( i ) youth & 

««3 0 0-6 0 0«<0lt«. Hart 1 eyJRtM 

7h (WAft: ^'j-> *«aut. vmtmir. 

I s h i 14 (Naunjn-Scteiedebers's Arch. Pbaraco 
1.. 332. 219-223. 1986) CJ: «« 

tdRONfttftft. •MJMR»t:«C-oT«B2~3«<o«*»V» 

J1JU *^^2#*fc»«BaW:**B£L 
fc. 9**±3TClZ}g&Lt:Si§m. (Krefas bicarbonat 
ei:NaCI 1 18.1*. CaCli 2.5*. K 
HxPO* 1.2iX. KCI4.6*. MgSOt 1.0 
*, NaHCOi 2 5*. glucose 11.1*. p 
H:7.65) **^L*1 0«IV^*XS»+OBS 
U 9 5XOt. 5XCO*oa*<r^«RUfc. »* 

c^jjfflflwt i gti. -t-oeRttg&ijHtfrs&ft h 7 

V*?*— (NEC San-el. Type 45196A) 
KjTyr(NEC San-ei.Type 1236) OtVX.^> 

rmuf+v—r— (rumdbki r-5o> ±ice«Lfc. 

[0 1 1 6] SWcttlSHB incubation LT*»4,t.X* 
5^(1 0*»M) €rtt*L-TIIJaMt«€-»fe. 

fc. *»fc^*2 04«airB«u w«(k^*tt^-w 

[0 117] k*?$;OBI8S(l£A*t&*(c. 4 5 

«H il-4V7+Hr-\H-4 S*"/ [4.5- 
c]*/'jy-4-7SV) . (ftt^xytHJSV 
»tf*«9rfc£-tMiDMSO ( i^-^X/UMf K ) 
«g«! (DMSOO7/jfX8JM»T<0«lilB40. 
IX) Lfc. 

[0118] (2) ex 
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•Mt^J^aff ( I Ci.ff ) tUTAft .1 «* 

H22. 24. 27. 2 9RIX3 1 Ofc^ttUi^x V 

[0 119] 
[*1] 

El 



10 



mm<t*m 


tfttX^S VfWI ( I Cat) 


< i +* F 


>10-*M 






1111112 2 


8. 4X1 0"M 


nt«2 4 


4. Ox 1 0-»M 


JEHM2 7 


1. 9X10-H 


XM2 9 


S.4xlO-'M 


XM31 


2.2xlO"M 



[0120] (%*0I34) 
(l)t«*S6 

WW443MW>Ba 1 b/em («) *B*?WT 
20 (») J:0MXL13fflJBOWaWBoaC^«C«L 

[oi2i ] a>r-uai«Ewiw 

o . 9 %wt-r h y ^a*»«2 o«ic^ t ■ •> t r 

— (Dersatcphagoidespteronyssinus : International B 
iologicals. Inc. :Lot. Ho. 14679) 1 «*«BlL. 30*1 
<0*«yt-{*|{7K«U*»T. 4 0 00-4 5 
0 0n»T**^-r-4XLfc (WMTFT^^i^-fX 

-y-fXLfc) . ^^^XtfcJKKtrSOnltfMWW 
30 (C*U 3&T-3 5 0 OrpnT5*rRBS£fTV». ±SSr 
mr>i*ltt££&Lt: («»A) . wO»ffe2E»0iE 
TCfcCJ^-C. S«B. »«C5r»Jt. »** (RO 
*> T4-Jr«»USa»rR (H3CIW(tt> : Seamless C 
ellulose Tubinng) tZ. jgjSA. B. Cfr**L<?fl#A, 
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^ ^ — CH.O. ^ \ <CH2)m.COMB. (CH2)n.H ^ 



*NH2 I 



AB Title compds. I (X « H. halo; m = 1-9; n = 2-12), which show eosinophil 
mriltration inhibition and antihistamine activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g 1 - [ 3 - ( acrylamino) propyl J -1H- imidazo [ 4 . 5-c ) quinoline-4-amine <prepn . 
given), 0.13 g 4- (diphenylmethoxy)piperidine.HCl, and NaHC03 was refluxed 
overnight to give 75 mg I (X = H, m = 2. n * 3), which in vitro inhibited 
histamine-induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M. for diphenhydramine. HC1. 
An ointment contg. I was formulated. 
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